[ 19 ) +$AR*?QB!S»iRi ft ftg 

[12] £BJjf fl|$if&ffW 



[51] IntCf 

C07D307/87 




[21] 01806481.7 



[43] 2003 ^6 £ 11 0 


[11] CN 1423644A 


[22] #i»B 2001.3.7 Bl] 01806481.7 


[74]^msm^ ^m^nttmi&m)^^ 


[30] ttfcft 


rma 


[32] 2000. 3. 13 [33] DK [31] PA200000404 




[86] SRK#i& PCT/DK01/00149 2001.3.7 




[87] m B&fr WO01/68628 £ 2001 . 9. 20 




[85] aAS^BfrieHW 2002.9.12 




[71] *iSA H • i&HmjSWPS&ff] 








[72]«wa n-'&n& 









[57] fcH 




(in) 



I 

00 

o 
o 

1—1 

Z 

CO 
CO 



01806481. 7 



u m m % # 



mum 



i. *¥i7r&, Qtefe-frTK (in) 




5 F AID 

2.;fM&&#J:&£ltf £t£ (Ill) ^^^biiii^T^ 
io te£ (I) tf4fc£^b, 




F (D 

*tX£*J!aJi, 4^(IIa)^4t^^, 




(na) 

15 



2 



01806481. 7 



K II I I 112/431 



3.fote&*\£r£i#i7r&, (in) ftK&yiU-koTTr&M 

( I ) #4fc^4fe 




* + X^5L*»Ji, 4^ (Hb) 




10 (III) *$4fc^4&*»*t*X*All£., #&&t;&4jt&HX*Hfc#|Ufc.. 

4.***L*J#jjll^^r* > £ + £ (HI) #4t^4M**»T3*-*fl 
4k ft*, ( I ) #4fc^4fr 




F (0 

is *tX^5L*»_h, (He) 



3 



1 



01806481.7 ft ffl 31 * $ J&3/4E 



(He) 

(V) tift&th, 




F (V) 



5 jfp^jux^m. #&&^te&m#tf>#*u.> ^^^^itit.^ 

-¥4M*il &;&Jff,zM2&iC (III) #>ffc^, *»*>&x* 

5.*#*>T& (HI) tf}K&#>&$r#LfoMlk: 




F (III) 



4 



01806481. 7 



& *J 5 * * ^4/4^ 




5 



01806481.7 



tSL m =b 



mum 



5 &)^]-l-(4-|L^)-l,3--IL-5-Jf-^#*'*lt^**. 
**** 




£t&##ttjMNt (serotonin) (5-£&&ifc; 

5-ht) . B*JMr*t*MP>§'it. i^ffc^#4M*#v*-<&& 

&&;L#ifc&& + &itil, fl*»J. Hyttel#Prog. Neuro- 
Psychopharmacol. & Biol. Psychiat. , 1982, 6, 277-295?M. 
15 GravemtfActa Psychiatr. Scand. , 1987, 75, 478-486. EP-A-474580 

^St-f^il^^^DE 2, 657, 013^, jMag-fUS 4, 136, 193. 

. fafr ft 1- (4-^,^) -1, 3-— &-5-#:£#-*<*J*i* 3- (N, N-~ 

WIS* #Jt"*W0 98/019511^fr— #*]4hftSk-£i£tt;^*, £t 
25 (4-(|U|.^IU6.llt*iL*t-IL*.«L*)-2-^f (4-IL*. J-) f * 

>fc^& JMf 7 m *f . *t#«* 5- (JMtM&4iMUEJl&) -l - (4 - |L* 



6 



01806481.7 



ft m V 



^•W**— &&4*>T£, (III) 

10 




f (nri 

***fc*jfct. ^, (III) tt-ffc^#T#i&i±#T/5t 
i£<Kl^*i£##]^: teT^ (I) **4fc**r, 




F (i) 



7 



01806481. 7 



itt Hfl IS 313/815 



#tXjt**»jL, (Ha) 




(Da) 

5 (ill) 6tj4b&&*>*>%LlLX&&&, &i&tit&m#M&&. 

£#-^£;&3ri£t . ^ ( III ) tf^&^^T^*^: 
te^ (I) tfift&&4T& (Hb) W^4fciL^, 



LX^< 



(nb) 

(Ill) «4fc^4fe**»*X*£.4MI.. ^*4t«X#4fc***. 

^i^^^^^,^t. ^ (Hi) tf^#4**»T33r$fr*J*: «. 
£ (I) *Mfc**iiT*. (He) tife64Mtjft. 



15 



(He) 




F (V) 



8 



01806481. 7 



& m 45 314/831 



(Ill) ^4fc^4fe, ^*»^.XT> 
3-;srd&, *j£9m#JMtii.£. (III) ^ (V) tt*f« + |3]*. 

10 T^^^-H^-^^SXT^itt] fat* -0-S0 2 -(CF0n-CF 3 (£.tn 

#0-8) , -CH0, -C00R', -CONR'R", -NHR' ' ' , £.<<?K'frr ' AlL> 

*X^*»T< (VI) 4L^^'S'4#**'4#*: 



jU'^R'-fe^&Ci-jjfciUMfc, 
20 X-5T^4.^^-5T^#>ffc,^^^^^^a„ 

iC(I)4C^-^^(Ha) » (lib) A(IIc)4fc^«r^ja^**4fc#« 

itiiii±^*^f-^*u**!t^-*Ata^(i)^4fc^#«at#, #r&# 

##j-^:*eLDA(— #ft.§J&&) , LiHMDS(7rf 41-— silasan-fe) , NaH> 
NaHMDS (tt f s i lasan4fc) il^r,&B|ik, *»NaOMe. KOMe, LiOMe, 
25 *LT«Mr*»*T**, ^^^^^J^^^THF (e?^ 

*•*), DMF(~f£f &#)» MMP(N-T****tW)» Si, 
— ILyrJf (dioxalane) » f ^ AAft«2LJt-jA^4b. ^ 
AttPU^ijiUIIaK (IIb)iMlIc)tf4fc^4fciU&. 




15 



(VI) 



9 



01806481. 7 



ift m 4* H5/8K 



T»5<iii*^**.^T^t#^ (I) 4fc^4fe-5£,(IIaK (lib)*. 
(IIc)4fc£-4fr#JL£. 

* iC ( I ) J? £ (I la) A (I lb) % A t « #-*M2 

5 JWf 3P£8ktf¥ *.*.«.A^S0C1«, P0C1,> PCls, *.*.fc#iiMr. 

^T^^itJ^^T^. — NaOCK 

L/AgO, $k£.&%&fjr£< (V) ^&t^&^&#&&^^&*£ 

*t¥ MWf #.i&>M,/ijs<)cu pocb. pci 5 , ^^^/r#^ 

10 ifcj!*,*.. 

* (III) ^^^i£^itJ:^#^^*J^Pd/C, Pt/C^,Rh/C 

&ik ^CFi-iCF*) -SO2-O- (& + n#0-8) itf, ^T^itit^fe 
*4fc#|sMMfc*tiCu* iUn J+ #£T, -53Ufc&&, «*»ICN, NaCN> 
15 CuCN. Zn(CN)i*(R ,5 )4NCNiljft, &&4!Li$.4bMJj-&T 5 Zn (CN) 2j &£ 

*jt**UM*W*&H. -ST^^JSWO 0013648/ S /N£, &&>$L4tft\#& 
T^X^^^^CF 3 -(CFOn- S0.-0- 4fc^&.54MMfc 

KCN, NaCN, CuCN, Zn (CN) 2^ (R u ) <NCN&,& £8Lft|UI-#$Hfc , & + 

tt&JKVO 001192#ri£, ^m^^^J^-^T^X^^^^CFa-^)^ 
S0 2 -0- (^-tn^O-8) ift^&5^toW&jk#ift$r&K>. 
25 ^•T^^'fiE-^'ii^ t » ^Sakakibara^A^EBull. 

Chem. Soc. Jpn. , 61, 1985 - 1990 ( 1988 ) + *H*i&ti&*] . 'fcil 
*^^*li(rZ*J#» (ethylacetat) » THF> DMF&NMP. 

iX^i4^.(YI)4L*^'««fe#iL*«fe#4l.lH-, -T^&J&WO 0023431 

30 £X#CHOBt, ^i&ittef Bbi,4^#JR ,6 -V-NH J ^#^.#>ft, 



10 



01806481. 7 



ft m 45 £6/831 



15 tftfj-^SOCU POCbjfaPCb, #,i£SOCL. 

^#«<fc^*4fe^* + , tti&&SM&POCl 3 #£ 

^-t-^4fc*^N,N-— f *f 9kJft*^f !£8fcifeJ?S0Cl:iU&. 
20 #HStS&£>&, i£*>WO 0044738^^1 jR,*.*J^8bJfr^A#At 

rfij <L<fcA^NaNOijfbCuCNjf»»/iLNaCN. iR"'**t* 

£tX# £^#3. (I) ^/^^T^^GB 1526331 t^^^r* 
*] 4h , & 1 X t& -0-S0 2 - (CF2) „-CFj # & (I) 4fc *T * JR * ^ -f WO 
99/00640^^4b^**«t#«4', *tX#*±'M.* , *'»MS-0l*$ 
*.(I)4fc^*T««*4a-ffO 00/23431/JTi£4fc^#**33r*at4f-*l-«-. 

98/195U^it^#****at^f*l4', £ + X;H>-NHR'" ttiUD-M* 



11 



01806481.7 



tft m v mi/8M 



£ tX#H.&#& (I) fe###|-^i5*#US 4, 136, 193 A WO 
5 98/01951 l/3fifciit4Hfl4k 

A (Ha), (lib)*' (II c)#4fc^4M.lr*Ji^35*Jtf A^-ftJfl 
#4l, &8k#:£tt&4£S-*tiiMMM*Ji"'F. 

ft-£-> 2-T.&, 2-f^.-2-^^> 2,2-— f 46.-1-2,^2- f 

>MM*A-Mfctt£.H, ft**., T#&» Zi*&. 

&a**. 

*lt-S-^Ti!*«s»*-A, ^*A^A«*4**»*. A#l$#Ji 

JRiET*.*-**- ¥#&» 

tM**, $ *i&> 

AtttiL *4tifc. 6 



12 



01806481. 7 



m * 



io *LtA«f«a^4biJ&^4^. #*J&##*J##J-f fete: •% 
tf&>&abfr;fct*t«, jM**fc&fiJi£4tt*fcil*#t (vial) + . 

20 £;&#'J1 

£-30T?, ILVUfcT. ^l-(4-|L^)-l,3--^^^- 
5- If (4. 8&> 0. 02##) WiL*'* (50£-fr) 
LDA(1.6M^T^(15^^-), 2. 6jt— ##&&) + . £-30T:& 
#10^4t^, ife***^* (Ha) , ( lib) & ( lie) >fM-&(0. 02# 
25 $)ti«9ft*fft (25ml) *i)lL#<lkM-»J!|**, 3>Nft#60^4|\ & 
JtfliMMJLi, fflf^(3x50^fh)^, #*<50**|-)ifc)fr, 



13 



